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Abstract of JP 4327587 (A) 

PURPOSE:To obtain a novel compound having 
high chemotherapeutic coefficient and high safety 
and useful as an antiviral agent by reacting a 
cyclopentene derivative with a 3-deazaadenine 
derivative in an inert solvent and eliminating 
protecting group from the reaction product. 
CONSTITUTION :A compound of formula I (Y is 
lower alkyl; R1' to R3' are OH-protecting group; X is 
electron -attracting eliminable group) is made to 
react with a compound of formula II (R4 is H or 
ami no-protecting group) in an inert solvent (e.g. 
THF) in the presence of 2-5 equivalent of a base 
(e.g. sodium hydride) and 1-2 equivalent of a crown 
ether (based on the compound of formula I) e.g. at 
room temperature to obtain the objective compound 
of formula III (R1 to R3 are same as R1' to R3'), e.g. 
6*-C-methyl-3-deazaneplanocin A derivative. 
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OiTtgiU BftttT-PMBXttft* (CPE) 5 

[0 0 4 1] (2) iffllfi$tt©ill5e 
5 X 1 0 4 jfflg&/m 1 ©Ve r om&i&i&Ziitcj- 

y^©«/N&a«* ( i o %^fl&jsiii» ^) m i o o 

It 1 tttlMfcSttfcfc. SiigilStt 100(tl (CJDXT 9 
8¥)S7'U-h4 1 -C7 2»fF^SL. v^-^-^^- 
'fA/DyM'^V'y H, 356 5 #. B55~63H 
( J. Immunol. Methods, 65, 55—63(1983)) ICfE®£ 

tc. mmmmt, mmmm^ 5 0 sas ( 1 d 

[0 0 4 2] 



(10) *J§ft¥4-3 2 7 5 8 7 

17 18 

k m it £ m mm (m i o s& (mto (mtc/mio 

(/xg/ml) (/ig/ml) 



6'-;*f*-3- 
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0. 
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[0 04 3] 

Xo\Z, #fgBj£>6' -C-7***-6-x71f*:/ 
y;i/>A (I) tefinfc^^*Xftt8£^U Lfr 

^*7^Xi-2 0 0mg/kgjj£P&4LTfc#tW& 
V ^ i * £ W £ J: -5 1 Z fe H t> © T? * 0 trt *^ 

[0 0 4 4] 

5y5/a*5AKtt, A r t . 9 3 8 5 5/»J 

[0 04 5] # # 1 

[i- h*v^;k**v) xf;w HJ:/f*f 

iMV7n£*7S> 3 2ml (2 3 0mm 
o 1) Si*fh7tHa77> (THF) 4 0 0ml 

Wzrnx. q x:\zxuWLtz 0 ^<Dh<D\znmzx i . 

6M 7f*Uf 9A-A*tf>&ifcl 2 5ml (2 0 
Ommol) $«TLfc« 5#&h U :/f*f>/W Y 
7<H52.8ml (2 0 Ommo 1) SHflfcTifiT 
LtZo 1 5#&, R&m&-7 6X;\Z£Tnt®L. Z. 
niry-tr h7^rk H 1 1 . 2m 1 (2 0 0mmol) 
&JS*THF 5 0ml CT«PRtfc«fKS:»TU&. 3 
0»», KftSSfcfiftJftfcT^n^A*! 0 0ml* 
iOA> &l>T£jSffi£A*-tf->2 5 0ml 
MriJ->HS:*5 0 0m 1 lCTjft#L (20) , 
fhU^AKTRRfft, 97K> IpseU M 

E£T»«i/fc. ^enfcsa*ii*^b^^u> so 

ml <D»9LtL* N,N-v^?;l/7nU> 10 0ml 
(7 9 Ommol) £iJDA, Z<D®m& 0 X:\ZTmW 
U 5££ n n ;* f *x-f * 2 2.8ml (3 0 0m 
mo 1) SSTFLfc. R«*SSfil:t)i - L. 
Ltcfc Ctl$:2 \ <Ds\*y>\ZQ.€* ftWLtcO.S 
N-HC1 (5 0 0m 1 X 2) . * (5 0 0 m 1 X 
1) • fiftjRK**f MJ £A* (5 0 0ml x 2) \Z 



(vU*y;P 5 0 0 g> ^\*1t>->^^1t> : 
R»Xf * 2 5:1 KTjgffl) l£Ttt«U 3S£^> 
Dy^*Mtl/T«Wfc*ft*»t. tt 2 7.8 
g OR* 3 8%) 
[0 04 6]*JS«1 1 

(2S.3S.4S) -2,3- HV^DI?iJt>?* 

-4- [1- Wh+S/^fJW*;/) If*] 
-4-fc FD^y- 5 -y^D^>f>^ : 

a? irmmztitz [1- y ht^^wti/) if 

M HU^f*f > 2 1. 7 g (6 Ommo 1) 
THF 2 4 0ml^JOA> 7 gTCfclMJ 

jft#U&&, 1.6M n-^f*Uf ^AflD^*1J->* 
^37. 4ml (6 0mmol) ^jSTbL 20» 
ft, Z.<Dfcf&miZ, f h7^\FD>-l/^-X, 313 1 
H, Si 5 0 9-1 5 1 21 (Tetrahedron Lett., Vol 
31,1509-1512(1990)) KftoTBJSLfc (2S,3S) 
-2,3- WV^PlfJ^?**^ -5-v^D 
Of->-4-t> 7.37g (4 8mmol) £6 0 
JO ml©JS*THFK:«*U&*«ft. -7 8"C"T?*Tb 
fc. 2. 5WHBH*ft:TjElSa*fc«, E*»K£pd 
*AA 2 1 SJD*, *4 0 Om 1 tlMLtzo pun 
*Jl/Al£7yhT> IpsttJK (Whatman ft® ; ffi 
fir*) fcxatiBL&ft, Jt«*«ET»«l/fc. 

4 0 0 g, 'S+U^ :7th>=25 : 1) ICTffiH 
U 10.6g (90%) (DgBMyDy^ftitl 

MAS S : FAB (Pos.) m/e ; 2 4 5 (MH + ) 
40 [0 0 4 7] H Jg W 2 

(2S.3S.4S) -2,3- MyyntfUf>^* 

+v) -4- [l- W ht->^f xf;W 

- 4 -7-fc h*v- 5 -y^D^>f>^« : ±E* 
JSWlTftfc (2S.3S.4S) -2,3- WV^D 
^'Jf>ytty) -4- [1- WhtWfW* 
v) ifjH -4-tHo+y-5-y^D^>f> 

5.93g (24. 3 mm o I) ^Ift^fl^y 1 0 0 
m 1 fMrftlA, £fiT?ffl#U c:ntcfek#&9. 1 7 
ml (97.2mmolK 4 - y^f / M U v 
50 > (DMAP) 2.97g (24.3mmol) Stfh'J 
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X3MU7^>1 3. 5 5m 1 (9 7 . 2 mmo 1 ) £JDX. 

D*;i/A 4 0 Om 1 O^mX, *8 0mliCTSfe^ 
bfco ^T«JB*7yhv> I psttttfcTiliBU K 

^3 5A (yU^J^> 90g, ^*U-> : S»I^^= 
6:1) fct»«U SIBft'&*©6ffi©S#(05tVifc 

liltff;, R f fi©KV^OS[#att# ( R f 
0.38; ^MaSy'JAmLC^-h Ar 
t . 5 7 1 5 A^it> : #&X3\!l/=3 : 1) 3. 7 g 
(53%) R f fiOiSViiftllttft (R f , 0 . 3 2 ; 
AW>:»SX?^3 : 1) 2.0g (2 9%) 

MASS: CI (Pos.) m/e ; 2 8 7 (MH + ) 
[0 04 8] ^Jg ptj 3 

(1S.2S.3R) - 1 -7*1**5/- 2, 3- MV 
^□tfUx/v**'/) -4- [1- W W'^W 

27*%t>tltcVG&mmbZ> (2S,3S,4S) -2,3 

- Wv7nt:UT>5>**5/) -4- [l- <*h* 

5/ *?*#*-» -4-7*th*v- 5-v^ 

P^>x> (RffiOfiW (Rf = 0.32) <ZMt£ 
*W 1.55g (54.2mmol) ^t*THF5 0m 
I+fcjtaA, $6tCPdCl 2 (CHiCN)i 7 1mg 
(0. 2 7 mmo 1) fttf 1, 4-^>l/*/> 2 3 5 
mg (2.1 7mmo 1) £fln;tT7;Urf >#X^ffl^ 

M^777yay'J*yW7A (i/D*^ 10 
Og, A^it> :S^X^;i/=5 : 1) fcT»»U 4 
8 4mg (3 1%) Ovny^jRftHtLTSHfl:^* 
£#:6 9 2mg (4 5%) ©W»JB»*|2|JR 

bfco 

MASS : FAB (Pos.) m/e ; 2 8 7 (MID 

[0049] mmm 4 

(1S,2S,3R) - 2,3- WV/nt!Uf>y^ 
*v) -4 - [1- ht->^f X^JW 

- 1 -fc Fd*v-4-v£d^>x><Z>£$ : ±B* 
JfiW3Tfl6*lfc (1S,2S,3R) -l-7irh+v 
-2,3- MV^De'Jf>^*'» "4- [1- 

(* h*v;*^;M-*v) x^;W -4-v^n^>x 

> 44 0mg (1.54mmol) ^10ml(OS*^ 
*/-;HCig#U StK^KAU^A 4 2 5mg (3. 
0 8 mmo I) Sim*.. SilfcTS. 5KPflffl#tfc. 
Etttt&ftffiTMU ?DD*wi0 0mlig«t 

p sttKTftiUE. «flET»t8bfc. »&*!&»*£ 
77yy3.y'J*yW7^ 2 0g,A+ 

tf> : »BX?^=3 : 1) CT8BU 3 4 6mg 



(11) ®S!¥4-3 2 7 5 8 7 
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(9 2%) ©vDy^ttHtLTafift^Sftfc. 
MASS : FAB (Pos.) m/e ; 2 4 5 (MH + ) 

[0050] m 5 

(is,2s,3R) - l- [ (p- Mux>x;i/*x 

M **5/] -2,3- WV^DKU5r>y***» 
-4- [1- W h*^*?^**^) X^JV] -4- 
yJp^>f>©6S : ±E*JSW4T#& (IS, 2 
S,3R) -2,3- MV^nt!Uf>yt+y) -4 

- [l- « ;w*5/) x^;v] -i-tH 

iff B*->- 4-y^n^>f> 3 13mg (1.29mm 
ol) *»^b^5 1 U'>8ml ^iCjg^^ii:, p-h 
)lX>X))sft~)l2U7'1 H 4 8 9mg (2.5 7mm 
o 1) Rtf hUX^7^> 7 1 5m 1 (5.14mm 
o 1) fciJOA, 2gftbT2 BI«£fifcT«#U&. R 
fcttfc#2 0ml SiraA* *Wan*M50ml 

am METfflfigbfco #snfc«*e^u*y*7 

7r>aiJ7A (vU/j^;I/ 4 0g, '\*U->:»K 
X^;P=5 : 1) tCTraSU yD7^ft@tlT3 
^ 8 2 mg ©«H<b^»&#fc. 
[0 0 5 1] 

MASS : FAB (Pos.) m/e : 3 9 9 (MH*) 
H 1 -NMR (CDC 1 3) 6;7.86 (d) , 7. 3 3 

(d) ,5.61 (s) ,5.20 (m) ,4.85 (d) , 
4.7 2 (t) , 4. 5 9 (q) ,4.46 (q) , 3. 3 4 

(s) ,2.45 (s) ,1.40-1.25 (m) 

[0 0 5 2] * JS W 6 
2\ 3' -0— f V^Dtf'Jx>- 6' - C- 

30 >A<D£/£: 3-x71f7xX> 2 0 2mg (1.5m 
mol) mDMF 2ml +fc»*TflN*Lft. * 
UT?Sfl£T5 0% N a H 7 2.4mg (1. 

5mmol)£jD;L JEfc 1 5 5 150 
IL 1 (0. 7 5mmo I) ^JUATlKraSfPbfc. C 
©KJ6*lc, *!M(6Tffth->l^-h 3 0 0mg 
(0.7 5mmol) ^i*DMF 5.5mlfc}B#l 
tzMW&lM^ 7Jl^>#XTg»bfc^ 8 0t:{CT 

a*bfc. 2ttnsft*c«£u &e~F£j6$£S 

SSbfc. S&nfcSSfcftKx^Jl/ 1 0 0m 1 £*HJ 

40 a, *»tts*Mbfc. *«*fts*-eft»iy, bek 

xfJH£7yh7> IpstKCTiiBft« iSJBET 
Sffibfco »6nt»*t75!y^a^U** t **9 
A (Art. 9385- 4 0 g, CHC 1 3 : M e OH : $NH< 
OH=4 0:1:0.1) ICT8MBU 1 5 OmgOl 
Wb^«*«SfitLT»fc. W5 5% 
MASS : FAB (Pos.) m/e ; 3 6 1 (MH + ) 

[00 5 3] m m m 7 

6' -C-*y*-3-r71f*:/5/ y>A©^ : 
-hE*«fl 6 ^»fc 2 ' , 3'-0— *f V^DKUf>- 
50 6 , -C-*Wl'-6'-0- Wht^f*) ~3- 



-781- 
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TTttJy/^AtofUtfc 15 0mg (0.4 2m 
mo 1) £5M-HC 1 -*9J-Mm 5m 1 ^\ZM 

**»U 5 0 0mg©i/U*y;HCR»S-&T755/>' 
JL5/U*y;p*9/* (Art. 9385- 1 0 g, CHCh : 
Me OH : igNH 4 OH=6 5:2 5: 2 KTJBffl) tC 



$$$¥4- 3 2 7 5 8 7 

[0 0 54] 

MASS : FAB (Pos.) m/e ; 2 7 7 (MH + ) 
NMR; (CDs OD) 5; 8. 17 (s) ,7,65 

(d) ,7.09 (d) , 5. 9 6 (s) , 5. 4 2 (m) , 
4.6 2 (d) , 4. 5 6 (q) ,4.16 (t) ,1.44 

(d) 
K ± 
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